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Solid-phase methods
• A solid-phase aza-Diels-Alder reaction has been catalysed by the use of ytterbium
(III) trifluoromethanesulphonate (Zhang et al., Tetrahedron Lett., 1999, 40(45),
7929-7933).
• D-Galactose has been used as a scaffold for the solid-phase synthesis of
compounds with five dimensions of diversity (Kallus et al., Tetrahedron Lett.,
1999, 40(44), 7783-7786).
• Polymer-supported tetrathiafulvalenes have been prepared and used in radical-polar
crossover reactions permitting easy separation of products (Patro et al.,
Tetrahedron Lett., 1999, 40(44), 7857-7860).
• Palladium(0)-catalysed carbonylation using carbon monoxide and aryl iodides with
polystyrene-grafted Multipins supporting primary and secondary alcohols and
primary amines has been reported (Takahashi et al., Tetrahedron Lett., 1999,
40(44), 7843-7846).
• Carbon-carbon bond formation on solid-phase support using Mitsunobu chemistry
has been described (Chaturvedi et al., Tetrahedron Lett., 1999, 40(47), 8205-
8209).
• A solid-phase traceless synthesis of benzimidazoles in three steps on solid-phase
support has been described (Smith and Krchnák, Tetrahedron Lett., 1999, 40(43),
7633-7636).
• Aryl iodides have been converted into heterocyclic hydroxamates in palladium-
catalysed cascade reactions in either solution or on solid-phase support (Grigg et
al., Tetrahedron Lett., 1999, 40(43), 7709-7711).
Novel solid-phase reagents
• A new magnetic, chloromethylated functionalised polystyrene-based resin has been
developed for sold-phase synthesis and reaction scavenging (Rana et al.,
Tetrahedron Lett., 1999, 40(46), 8137-8140).
• The high-throughput synthesis of aryl triflates and aryl nonaflates has been
promoted by the use of a polymer supported base (Boisnard et al., Tetrahedron
Lett., 1999, 40(42), 7469-7472).
• The affinity purification of synthetic compounds produced in solution has been
achieved by the use of the interaction between a crown ether attached to the
desired product and an aminomethylated polystyrene resin (Zhang et al.,
Tetrahedron Lett., 1999, 40(42), 7479-7483).
• A number of polymers containing aluminium Lewis acids anchored to prolinol
moieties have been prepared and investigated as catalysts for Diels-Alder reactions
(Altava et al., Tetrahedron, 1999, 55(44), 12897-12906).
• Palladium complexes prepared with the polymer-supported BINAP ligand have
been used for asymmetric aldol and Mannich-type reactions (Fujii and Sodeoka,
Tetrahedron Lett., 1999, 40(45), 8011-8014).
Solution-phase synthesis
• Novel imidazoles with positions of diversity have been prepared in solution phase
using a 3-step-1-pot Ugi/de-Boc/cyclisation strategy (Hulme et al., Tetrahedron
Lett., 1999, 40(45), 7925-7928).
• A hyperbranched star polymer has been used as a soluble polymer support for the
synthesis of a disaccharide, allowing intermediates to be directly analysed by
MALDI-TOF mass spectroscopy (Kantchev and Parquette, Tetrahedron Lett.,
1999, 40(46), 8049-8053).
Monomer preparation
• The preparation of thiazole and oxazole-containing amino acids, prepared from
condensation-cyclisation reactions, have permitted the use of these building blocks
in combinatorial synthesis (Martin and Hu, Tetrahedron Lett., 1999, 40(45), 7951-
7953).
• A solution-phase Ugi multi-component reaction has been used in the synthesis of
versatile peptide nucleic acid building blocks (Dömling et al., Bioorg. Med. Chem.
Lett., 1999, 9(19), 2871-2874).
New linker chemistry
• Resin-bound thiophenols are SNAr-labile linkers that have been used in the solid-
phase preparation of aminopyridazines (Parrot et al., Tetrahedron Lett., 1999,
40(45), 7975-7978).
• A method for the attachment of boronic acids to a polymer supported 1,3-diol have
been devised and used in the preparation of new boronates or phenols (Carboni et
al., Tetrahedron Lett., 1999, 40(45), 7979-7983).
• A new approach to cyclic peptides using Kenner’s sulphonamide safety-catch linker
has been described (Yang and Morriello, Tetrahedron Lett., 1999, 40(47), 8197-
8200).
Library applications
• A library of 14-membered macrocycles has been prepared from solid-supported
amino alcohols (Jefferson and Swayze, Tetrahedron Lett., 1999, 40(44), 7757-
7760).
• A novel series of gelatinase inhibitors have been found through the combinatorial
solid-phase synthesis of hydroxamate/urea structures (Zhang et al., Bioorg. Med.
Chem. Lett., 1999, 9(19), 2823-2826).
• The parallel solid-phase synthesis of a library of 7α-alkylamide estradiol derivatives
has been used to generate potential estrogen antagonists (Tremblay et al., Bioorg.
Med. Chem. Lett., 1999, 9(19), 2827-2832).
• Ugi library chemistry has generated phosphate-mimic containing compounds in the
search for specific phosphatase inhibitors (Bergnes et al., Bioorg. Med. Chem.
Lett., 1999, 9(19), 2849-2854).
• Catalytic single chain antibodies possessing β-lactamase activity have been selected
from a phage display antibody library using a penam sulphone mechanism-based
inhibitor of β-lactamase (Tanaka et al., Tetrahedron Lett., 1999, 40(46), 8063-
8066).
